CLAIMS 

Compounds of the general formula (I) 




A — i 



(I) 



wherein 

is selected from 
hydrogen , hydi 
carboxy, 



Vhalogen, cyano, aminocarbonyl , 



saturated, single or several-fold unsaturated, branched 
or straight chained or Wclic hydrocarbon residues such 
as alkyl, alkenyl , alkin^l or cycloalkyl, 

aryl such as phenyl or hetWoaryl such as pyridyl , 

alkoxy, cycloalkyloxy, alken\loxy or alkinyloxy or 
aralkyloxy such as the benzyl\xy group, alkoxycarbonyl , 
alkylaminocarbonyl, .dialkylaminocarbonyl , alkanoyloxy, 
alkoxycarbonyloxy, alkyl thio, Acloalkylthio,. 
alkenylthio, alkinylthio, arylox\ such as phenoxy, 
heteroaryloxy such as pyridyloxy , Wylthio such as 
phenylthio, heteroaryl thio such asWridylthio, 
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trif luoromethyl , 

\ 

v hydroxyalkyl , 
NR 5 r6, wherein 

R 5 and R6\are selected independent of each other from 

hydrogen, saturated or unsaturated hydrocarbon residues 
such asWyl, alkenyl, alkinyl, or aryl such as phenyl 
and aralkVl such as benzyl; 

R 2 is selected irorn 

hydrogen, halWn, cyano, saturated hydrocarbon residues 
such as alkyl, Nor halogenated hydrocarbon residues such 
as trifluorome^hVL, hydroxy, alkoxy, aralkyloxy residues 
such as benzyS^^well as alkanoyloxy, 

whereby r! and R 2, jV^Ke case that they are immediately 
adjacent to each other\ optionally form a bridge which 
is selected from 

-(CH 2 ) 4 - and. -(CH=CH) 2 - ^fad -CH 2 0-Cr7r8- 0 - , wherein 
R 7 and R8 are selected independently of each other from 
hydrogen and alkyl residues,- 

R 3 is selected from 

Hydrogen, halogen, saturated hydrocarbon residues such 
as alkyl, or halogenated hydrocarbon residues such as 
trif luoromethyl, or hydroxyalkyl; 

r4 is selected from 

hydrogen, hydroxy, or single or several\fold 
unsaturated, branched or straight chaine\or cyclic 
hydrocarbon residues such as alkyl, alkenV alkinyl or 
cycloalkyl, alkoxy and aralkyloxy such as b\n 2 yloxy ; 



k 



is 0 or l; 
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yis .selected from 

NX^kylene, which is optionally substituted one to three- 
fold by straight chained or branched chained hydrocarbon 
residues such as 

alkyK hydroxy, alkoxy, halogen such as fluorine, or 
aryl su^ch as phenyl, 

AlkyleneAwherein a methylene unit is isosterically 
replaced b\ 0, S, NR 9 , CO, SO or S0 2 whereby, with the 
exception of\C0, the isosteric substitution cannot be 
adjacent to tile amide group and, in NR 9 , the residue R 9 
is selected frcV hydrogen, alkyl, alkenyl, alkinyl, acyl 
or alkanesulf ony\ • 

Cycloalkylene sjXf^s.!, 2-cyclopropylene ; 

Alkenylene which is optionally substituted one to three- 
fold by alkyl, ■ hydroxy\ alkoxy, fluorine cyano or aryl 
such as phenyl; \ 

Alkadienylene,. which is optionally substituted once or 
twice -fold by alkyl, fluorine, cyano or aryl such as 
phenyl, i 3 , 5 -hexatrienylene\ which is optionally 
substituted by alkyl, fluorinV cyano or aryl such as 
phenyl, and \ 

ethinylene; \ 

is selected from \ 

alkylene, which is optionally substituted once or twice 
by alkyl, hydroxy, or alkoxy; \ 

alkenylene, which is optionally substituted once or 
twice by alkyl, hydroxy, or alkoxy; \ 
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alkinylene, which is optionally substituted once or 
^tw aC e by alkyl. hydroxy, or alkoxy, as well as 

alkylene, alkenylene or alkinylene, wherein one to three 
methylene units is each isosterically replaced by 0, s, 

nr!o,\ CO; so or S02> wherein 

*« has the, same meaning as *9 but is selected independently 
thereof A 1 



(D) 




(CH 2 ) q 

\ 




[G) 



»12 



whereby 



<3 is 1, 2 or 3; 

R 11 is selected from 

hydrogen, alkyl, hydroxy, hydr\xymethyl , carboxy, or 

alkoxycarbonyl and x -- 

R 12 is selected from 

hydrogen, alkyl or an oxo group . immediately adjacent to 
a nitrogen atom or v 

Rll and 8« optionally together, form an alllene bridge 
under formation of a bicyclic ring systeW 

G 15 Selecte <* from Gl, «, G3 , G4 or G5 , wfc \ . r 



\ 



(Gl) 



1-77 

(CH 2 ) r <CR 14 Rl5 )s R 13 

'hereby 
ha^s the meaning 0 to 3, 

\ 

is 0\ or 1; 
\ 

is selected from 

hydrogeik alkyl, alkenyl, alkinyl, cycloalkyl; 
saturatedW unsaturated, four to eight -membered 
heterocycl^s which can contain one or two hetero-atoms 
that are selected from N and/or S and /or 0; 
benzyl, phen> 

monocycr^a^atic five- or six-membered heterocycles 
which can ^^^to 3 hetero-atoms that are selected ' 
from N and/or^Sfcd^or 0 and are either directly bound 
or bound over a meVhelyene group; 

anellated bi- and tricyclic aromatic or partially 
hydrated carbocyclic Ying systems with 8 to 16 ring 
atoms and at least one\aromatic ring, whereby the bond 
can occur either over a\ aromatic or a hydrated ring and 
either directly or over \ methylene group 

anellated bi- and tricyclid aromatic or partially 
hydrated heterocyclic ring systems with 8 to. 16 ring 
atoms and. at least one aroma tkc ring, whereby one to 
three ring atoms can be selected from N and/or S and/or 
O and the bond can occur eitheAover an aromatic or a 
hydrated ring and either directl\ or over a methylene 
group; 

has the same meaning as r13 but is fleeted 
independently thereof; 



is selected from 



1 7b 

^hydrogen, hydroxy, C 1 -C 3 -alkyl, aralkyl such as benzyl 
i»r aryl such as phenyl , 

monocyclic aromatic five or six-membered heterocycles , 
which can contain one to three hetero-atoms selected ' 
from the group N and/or S and/or O and are either bound 
directly or over a methylene group, 

anellatedW- and tricyclic aromatic or partially 
hydrated carbocyclic ring systems with 8 to 16 ring 
.. atoms and ak least one aromatic ring, wherein the 
\inkage can oVcur either over an aromatic or a hvdrated 
nng and eithe^directly or over a methylene group, 

anellated\M>s^ndUricyclic aromatic -or partially 
hydrated hebero^^c ring systems with 8 to 16 ring 
atoms and at le^^^aromatic ring, wherein one to 
three ring atoms can^iT selected from N and/or s and/or 
O and the linkage can Wur either over an aromatic ring 
or a hydrated ring and Neither directly or over a 
methylene group, 

with the exception of compounds\ in which G has the meaning 



(CH 2 ) r (CRURIS, R 13 



(Gl) 



in the case that the following substkutents a*tT^ 
simultaneously signify * ' 



Rl3 



Rl4 



•o 



pyridyl or (optionally ha\ogen-, alkyl-, 
alkoxy- or Trif luoromethyl\substituted) 
phenyl , 

hydrogen or /phenyl optional W substituted 
with halogen-, alkyl-, alkoxy\ or Trifluoro 
methyl , 
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G 2 




is hydrogen, and 

represents alkylene, optionally substituted 
ethenylene or butadienylene, 
alkylene or alkenylene as well as 
piperazine or homopiperazine and 



/ 



is selected from 



or 



-C {CH 2 ) r (CR 14 R 15 ) S R 13 



-C\^ (CH 2 ) f NR 13 R 15 

O 



(G2a) 



(G2b) 



whereby r and s as wtell as the substitutents R 13 to R 15 
can have the above meaning, or the grouping 

— nr\ 3 r 15 

can also be a nitrogen hetWocycle bound over the 
nitrogen atom selected from\ 

saturated or unsaturated monocyclic, four to eight- 
membered heterocycles , which Aaside from the essential 
nitrogen atom, can still optionally contain one or two 
further hetero-atoms selected froin N and/or S and/or O, 
or 



saturated or unsaturated bi- or tricyclic, anellated or 
bridged heterocycles with 8 to 16 riAa atoms, that aside 
from the essential nitrogen atom, canNpptionally still 
contain one or two further hetero-atomsX that are 
selected from N and/or S and/or 0; 
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has the meaning S0 2 {CH 2 ) r R 13 



(G3). 



whe 



rein r and r« have the above definit 



ion, 



G 4 hks the 



where! 



meaning 



(G4) 



Arl and Ar2 W be selected independently from each othei 
from phenyd, pyridyl or naphthyl,- 



G 5 has the 
whereby 



me; 



mg 



COR 



16 



(G5) 



R 16 is selected from 

trif luoromethyl, ai 
as benzyloxy, 



froxy, alkenyloxy, and aralkyloxy such 



whereby aromatic ring systems in the substitutents R l R 2 
R5. K«. .13, R 14, r 15, ^ ^ and Ay2 and/or ^ ^ ' 
ring system — NR13 R 15 can be \ ubstituted independently from 
each other by one to three of W same or dif ferent 
selected from x 

halogen, cyano, alkyl, halogen al\yl such as trif luoromethyl 
cycloalkyl, aryl such as phenyl, aW alkyl such as benzyl- 
hydroxy, hydroxy alkyl, alkoxy, alkoxy entirely or partially 
substituted by fluorine, aralkyloxy such as benzyloxy 
aryloxy such as phenoxy; mercapto, alkVlthio, carboxy 
carboxyalkyl, carboxyalkenyl , alkoxycar\onyl , 
aralkyloxycarbonyl such as benzyl oxycarbW , nitro, amino 
monoalkylamino, dialkylamino and in the cLe of two adjacent 
residues on the aromatic ring, also methyle\dioxy , and 



^hereby alkyl-, alkenyl- and cycloalkyl residues in the 
grdups G 1 , G 2 and G 3 can be substituted by one or two of the 
same is^r different groups which are selected from 
hydroxy\carboxy , alkoxycarbqnyl , aralkyloxycarbonyl such as 
benzyl oxycarbonyl, amino, monoalkyl amino and di alkyl amino ; 

their cis- and brans - isomers , E- and Z-isomers, especially in 
case that A is a cyclopropane ring or D contains one or more 
double bonds, including the enantiomers, diastereomers and 
other isomers as well a^s their racemic or non-racemic 
mixtures and the corresponding endo- and exo- isomers for the 
case that the ring system E\Ls bicyclic; 

their tautomeres; 

their, acid addition salts including \heir hydrates and 
solvates . 



2. Pyridylalkane, pyridylalkene and pyridylalkine 
carboxamidesV of the formula (I) 




A — C N D E < 



wherein : 
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R 1 Vs selected from 

hWogen, halogen, cyano, Ci-Cg-alkyl, C 3 -C 6 -alkenyl , 
c 2-V6-alkinyl, trif luoromethyl , C 3 -C 8 -cycloalkyl , C x -c 6 
hydrWalkyl, hydroxy, Ci-Cg-alkoxy , C 3 -C 6 -alkenyloxy , 
c 3-C 6 -Nalkinyloxy, benzyloxy, CVC 7 -alkanoyloxy, C 2 -C 7 - 
alkoxyc\rbonyloxy, Cl -C 6 -alkylthio, C 3 -C 6 -alkenylthio, 
C 3 -C 6 -aljW^lthio, C 3 -C 8 -cycloalkyloxy , C 3 -C 8 - 
cycloalkylWo, C 2 -C 7 -alkoxycarbonyl , aminocarbonyl , c 2 
C 7 -alkylaminWrbonyl, C 3 -c 13 -dialkylaminocarbonyl , 
carboxy, phenyl, phenoxy, phenylthio, pyridyloxy, 
pyridylthio, arid nr5r6 / wherein 

R 5 and R6 are selectedVndependently of each other from 
hydrogen, C^Cg-alk^!, C 3 -C 6 -alkenyl , C 3 -C 6 -alkinyl , 
benzyl and phenyl; 

R 2 is selected from 

hydrogen, halogen, cyano\ Cl -C 6 -alkyl, trif luoromethyl . 

hydroxy, C^-Cg-alkoxy, benWloxy and C 2 -C 7 -alkanoyloxy ; 

R 1 and r2, if adjacent, optionally form a bridge 
selected from 

-(CH 2 ) 4 - and -(CH»CH) 2 - or -C&0-Cr7r«-0- , wherein 

R 7 and R8 are selected independently \rom each other from 
hydrogen and Cj-Cg-alkyl ; 



is selected from 

hydrogen, halogen, C^Cg-alkyl, trif ^oromethyl and 
c l-C 6 -hydroxyalkyl ; 



is selected from \ 

hydrogen, C^C^alkyl, C 3 -C 6 -alkenyl , C 3 -Y 6 -aikinyl , C 3 - 

C 6 -cycloalkyl, hydroxy, C^Cg-alkoxy and b\nzyloxy ; 



\ 



IS; 



is\0 or 1 



is selected from 

Ci-Cg-alkylene, optionally substituted one to three-fold 
by C 1 -C3Valkyl, hydroxy, C3.-C3 -alkoxy , fluorine, or 
phenyl, 

C2-Cg-alkyleaie, in which a methylene unit is 
isostericallyYreplaced by 0, S, NR 9 , CO, SO or S0 2 , 
whereby, with me exception of CO, the isosteric 
substitution cannot be adjacent to the amide group and, 
in NR 9 , the residue R9 is selected from hydrogen, Cx-Cg- 
alkyl,\C 3 -C 6 -alkenya, C 3 -C 6 -alkinyl , C x -C 6 -acyl or C x - 
Cg-alkanesulf onyl , \ 



1 , 2-cyclopropylene, \ 

C 2 -C 6 -Alkenylene, optionally substituted once to three- 
fold by C 1 -C 3 -alkyl, hydroW, Cj^-C^ -alkoxy , fluorine, 
cyano or phenyl, \ 

C4-Cg-alkadienylene , optionally substituted once to two- 
fold by C 1 -C3-alkyl, fluorine, Vyano or phenyl; 

1, 3 , 5-hexatrienylene, optionally Substituted by Cj^- 
alkyl, fluorine, cyano or phenyl, and 

ethinylene \ 




is selected from \ 

C2-C 10 -alkylene, optionally substituted^ once or twice by 
Cl-Ce -31 ^ 1 - hydroxy, or C x -C 6 -alkoxy ; \ 
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^ 4 -C 10 -alkenylene ( optionally substituted once or twice 
Ci-Cg-alkyl, hydroxy, or Cx-Cg-alkoxy,- 

C4-Cao-alkinylene ( optionally substituted once or twice 
^ CiWalkyl, hydroxy, or C a -C 6 -alkoxy ; as well as 

C 2 -C 10 -akylene, C 4 -C 10 -alkenylene or C 4 -c 10 -alkinylene, 
in which oXe to three methylene units are isosterically 
replaced by V S , mrIO, co , so or sc , 2< whgreby 

R 10 has the sa\ne meaning as R*, but is selected 
independently tVereof,- 

signifies 




?11 

(CH 2 ) q 

(D)-V- N ' - \ (G) 

A X 

\ p 12 

whereby 



has the meaning l, 2 or 3 ; 
is selected from 

hydrogen, Cl -C 6 -alkyl, hydroxy, hy\roxyrnethyl , carboxy, 
or C 2 -C 7 -alkoxycarbonyl and 



is selected from 

hydrogen, C^Cg-alkyl or an oxo group adiacent to a 
nitrogen atom, or rH and *« optionally \ogether, form 
a i-C 3 -alkylene bridge under formation of \ bicyclic 
ring system; 

is selected from Gl, G2 , G3 , G4 or G5, wherebj 



IJT 



\ represents ( CH 2>r (CR 14 R 15 ) S R 13 



(Gl) 



r ha^ the meaning 0 to 3, 

s is 0 Vr 1 and 

R 13 is selected from 

hydrogen, CV-C 6 -alkyl, C 3 -C 6 -alkenyl , C 3 -C 6 -alkinyl , C 3 - 
C 8 -cycloalkyl\; 

saturated or unsaturated, four to eight -membered 
heterocycles, whVch can contain one or two hetero-atoms 
that are selected\f rom N and/or S and/or 0; 
benzyl, phenyl; 

monocyclic aromatic fW or six-membered heterocycles , 
which can contain one t*o three hetero-atoms selected 
from the group N and/or and/or 0 and are either bound 
directly or over a methylene group, 



anellated bi- and .tricyclic Womatic or partially 
hydrated carbocyclic ring sysYems with 8 to 16 ring 
atoms and at least one aroma tit ring, wherein the 
linkage can occur either over a\ aromatic or a hydrated 
ring and either directly or over\a methylene group, 

anellated bi- and tricyclic aromatfc or partially 
hydrated heterocyclic ring systems wVth 8 to 16 ring 
atoms and at least one aromatic ring ,\ wherein one to 
three ring atoms can be selected from la and/or S and/or 
0 and the linkage can occur either over\an aromatic ring 
or a hydrated ring and either directly oit over a 
methylene group, 



rV has the same meaning as R 13 , but is selected 
\ independently thereof; 

R 15 is selected from 

hydrogen, hydroxy, methyl, benzyl, phenyl, 

monocyclic aromatic five or six-membered heterocycles , 
which Van contain one to three hetero-atoms from the 
group N\and/or S and/or 0 and are either bound directly 
or over a\ methylene group, 

anellated b^- and tricyclic aromatic or partially 
hydrated carBocyclic ring systems with 8 to 16 ring 
atoms and at lWst one aromatic ring, wherein the 
linkage can occOr either over- an aromatic or a hydrated 
ring and either directly or over a methylene group,, 

anellated bi- and tMcyclic aromatic or partially 
hydrated heterocyclicX ring systems with 8 to 16 ring 
atoms and at least oneV aromatic ring, wherein one to 
three ring atoms can be\selected from N and/or S and/or 
O and the linkage can ocW either over an aromatic ring 
or a hydrated ring and eic^er directly or over a 
methylene group, 

whereby G in the form of cLot have the meaning 



— (CH 2 ) r (C r14r15 )s _A R 13 (Ql , 

in the case that the following substitutions 
simultaneously signify 

R 13 pyridyl or .(optionally halogenV , alkyl-, 

alkoxy- or Trif luoromethyl - substituted) 
phenyl , 



UP 



D 
E 

S = 1 ; 



hydrogen or (phenyl optionally substituted 
with halogen-, alkyl-, alkoxy- or trifluoro 
methyl; 

is hydrogen, and 

represents alkylene, optionally substituted 
ethenylene or butadienylene , 
ilkylene or alkenylene as well as 
p\j?erazine or homopiperazine and 



G2 



is selected frori 



C — \{CH 2 ) r (CR 14 R 15 ) S R 13 

O 



(G2a) 



C (CH 2 ) r \ NR 13 R 15 

O 



(G2b) 



01 



whereby r and s as well as \he substitutents R 13 to R 15 
can have the above meaning, W the grouping 



M R 13 R 15 



can also be a nitrogen heterocyclic bound over the 
nitrogen atom selected from 

saturated or unsaturated monocyclic A four to eight- 
membered heterocycles , which , aside Vrom the essential 
nitrogen atom, can optionally still coktain one or two. 
further hetero-atoms selected from N an\/or S and/or O, 
or 



saturated or unsaturated bi- or tricyclic Aanellated or 
bridged heterocycles with 8 to 16 ring atomfe, that aside 
from the essential nitrogen atom, can optionally still 



I8K 



contain one or two further hetero-atoms that are 
selected from N and/or S and/or 0; 



has the meaning S0 2 (CH 2 ) r R 13 



(G3) 



wherein r and R 1 ^ have the above definit 



ion, 



G 4 has the meaiaing 



\ ^-Ar 1 



whereby 

Ar 1 and Ar 2 \ri be selected independently f 
from phenyl\ pyridyA or naphthyl ,* 



(G4) 



rora each other 



G 5 has the 



meaning^ 



COR 



16 



(G5) 



R 1€ is selected from 

trif luoromethyl, C 1 -C s - 
benzyloxy, 



alkoxV C 3 -C 6 -alkenyloxy, and 



whereby aromatic ring systems in the feubstitutents are r1, 
K 2 , **< R5 f R 6, R 13, R i 4f R 15, R 16, Ar\ and Ar 2 and/or in' the 
ring system — Nr13 r 15 can fae substitute( \ independently from 
each other by one to three of the same oAdifferent groups 
selected from 

halogen, cyano ; Ci-Cg-alkyI, trif luoromethy\ , C 3 -C 8 - 
cycloalkyl, phenyl, benzyl, hydroxy, Cl -C 6 -hWoxyalkyl , C x - 
C 6 -alkoxy, Ci-Cg-alkoxy entirely or partiallyNsubstituted by 
fluorine, benzyloxy, phenoxy . mercapto, c^Cg -aVkylthio, 
carboxy, C 2 -C 7 -carboxyalkyl , C 2 -C 7 -carboxyalkeny\ , C 2 -C 7 - 
alkoxycarbonyl, benzyloxycarbonyl, nitro, amino, \ono-Ci -C 6 - 



klkylamino, di- (Ci-Cg-alkyI) -amino and, methylene dioxide for 
twd\ adjacent residues on the aromatic ring, and whereby 

alkyl-\ alkenyl- and cycloalkyl residues in the groups G 1 , G 2 

and G 3 can be substituted by one or two of the same or 
dif f erent ^groups which are selected from 

hydroxy, casboxy, C2~C7-alkoxycarbonyl , benzyloxycarbonyl , 
amino, mono-CSg -Cg- alky 1 amino and di- (Ci-Cg-alkyl-amino) ; 

their cis- and trans- isomers, E- and Z-isomers, especially in 
case that A is a cyclopropane ring or D contains one or more 
double bonds, including the enantiomers , diastereomers and 
other isomers as wel\ as their racemic or non-racemic 
mixtures and the corresponding endo- and exo- isomers for the 
case that the ring systtem E is bicyclic; 

their tautomeres; as well Vs 

their acid addition salts including their hydrates and 
solvates . \ 

3. Compound according to the cMms 1 and 2, wherein the 

R 1 is selected from \ 

hydrogen, halogen, cyano, C 1 -C 6 -^alkyl / trif luoromethyl , 
C 3 - C 8 - cycloalkyl , C x - C 6 -hydroxyalkyl , hydroxy , C ± - C 4 - 
alkoxy, benzyloxy, C x -C 4 -alkylthio\ C x -C5 -alkanoyloxy ( 
C 1 -C 4 -alkylthio / C 2 -C5-alkoxycarbonw , aminocarbonyl , 
C 2 - C 5 - alkylaminocarbonyl , C 3 - Cg - dialkVlaminocarbonyl , 
carboxy, phenyl, phenoxy, phenylthio, pyridyloxy, and 
NR 5 R 6 , whereby \ 



and R € are selected independently from eack other from 
hydrogen and Ci-Cg-alkyI; \ 
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R 2 \is selected from 

hydrogen, halogen, cyano, C^Cg-alky! , trif luoromethyl , 
hyoVoxy , C 1 -C 4 - alkoxy ; 

is selected from 

hydrogen^ halogen and Ci-Cg-alkyl ? 
is selected, from 

hydrogen , CA C 6 -alkyl , C 3 - C 6 - alkenyl ; C 3 - C 6 - cycloalkyl , 
hydroxy, C x -c\- alkoxy and benzyloxy; 

has the meaning \ or 1, 
is selected from 

Cl*-C 6 -alkylene, optionally substituted one to three-fold 
by C!-C 3 -alkyl, hydroxy, fluorine, or phenyl, 



m 



C 2 -C 6 -alkylene / in which\a methylene unit is 
isosterically replaced by V S, NR 9 , CO, SO or S0 2 , 
whereby, with the exception\of CO, the isosteric 
substitution cannot be adjacfimt to the amide group and, 
in NR 9 , the residue R9 is selected from hydrogen, C^Cg 
alkyl, Ci-Cg-acyl or methane stfifonyl; 



1 , 2-cyclopropylene, 

i 

C 2 -C 6 -Alkenylene, optionally substituted once to three- 
fold by C-L-03-alkyl, hydroxy, fluoride, cyano or phenyl, 

c 4- c 6- alk adienylene, optionally substituted once to two- 
fold by C x -C 3 -alkyl, fluorine, cyano orVhenyl ; 

1, 3, 5-hexatrienylene, optionally substituted by C x -C 3 - 
alkyl, fluorine, cyano, and 



MM 



eMiinylene- 

is selected from 

c 2 " c lo\f lkylene, optionally substituted once or twice by 
C 1 -C3-al\yl or hydroxy; 

c 4 -Cio-alkenylene, optionally substituted once or twice 
by C 1 -C 3 -alky\ or hydroxy; 

c 4 ~ c 10~ alkin y len \' optionally substituted once or twice 
b y C 1 -C 3 -alkyl orYydroxy; as well as 

c 2 -c lCr alk y lene ' C4-O0 0 -alkenylene or C 4 -C 10 -alkinylene, 
in which one to three methylene units is each 
isosterically replaced by 0, S, NR 10 , CO, SO or S0 2 , 
whereby 

R 10 has the same meaning as ^ , but is selected 
independently thereof; 

signifies 



?11 



(D>- 





■(G) 



? 12 



whereby 



has the meaning 1 , 2 or 3; 



is selected from 

hydrogen, Cx^-alkyl, hydroxy, hydroxymethyl \ carboxy, 
or C 2 -C 7 -alkoxycarbonyl and 



\ 



\ 



\ 



\ 
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Rl2 



\s selected from 

hydrogen or an oxo group adjacent to a nitrogen atom or 



R 11 and RV ( optionally together, form a C^-C^ -alkylene 
bridge Wider formation of a bicyclic ring system; 

G is selected from Gl, G2 , G3 , G4 or G5 , whereby 



□ 



m 



represents 



(CH 2 ) r (CR^rISj R 13 



(Gl) 



r has the meani\g \ to 2, 
s is 0 or 1 and 

R 13 is selected from \\ 

hydrogen, Ci-Cg-alkyl/^-Cg-alkenyl , C 3 -C 6 -alkinyl , C 3 - 
C 8 -cycloalkyl; benzyl, phenyl; 



&5 



monocyclic aromatic five oV six-membered heterocycles , 
which can contain one to thr^e hetero-atoms selected 
from the group N and/or S andVor 0 and are either bound 
directly or over a methylene group, 

anellated bi- and tricyclic aromVtic or partially 
hydrated carbocyclic ring systems\with 8 to 16 ring 
atoms and at least one aromatic rAg, wherein the 
linkage can occur either over an. aromatic or a hydrated 
ring and either directly or over a methylene group, 

anellated bi- and tricyclic aromatic ok partially 
hydrated heterocyclic ring systems with\8 to 16 ring 
atoms and at least one aromatic ring, wherein one to 
three ring atoms can be selected from N and/or S and/or 
0 and the linkage can occur either over anWomatic ring 



\or a hydrated ring and either directly or over a 
methylene group, 

has tfte same meaning as R 1 ^ , but is selected 
independently thereof; ' 

is selected^ f rom 

hydrogen, hyaroxy, methyl, benzyl, phenyl; 

monocyclic aromatic five or six-membered heterocycles , 
which can containXone to three hetero-atoms selected 
from the group N arid/or S and/or 0 and are either bound 
directly or over a methylene group, 

anellated bi- and tricyclic aromatic or partially 
hydrated carbocyclic ring systems with 8 to 16 ring 
atoms and at least one aromatic ring, wherein the 
linkage can occur either over an aromatic or a hydrated 
ring and either directly or over a methylene group, 

anellated bi- and tricyclic aromatic or partially 
hydrated heterocyclic ring systetns with' 8 to 16 ring 
atoms and at least one aromatic ring, wherein one to 
three ring atoms can be selected f\pm N and/or S and/or 
0 and the linkage can occur either over an aromatic ring 
or a hydrated ring and either directs or over a 
methylene group; 

is selected from 



C (CH 2 ) r (CR'*R ,0 ) S 

O 



14 P 15> R 13 



(G2a) 



13 D 15 



C (CH 2 ) f NR 1 J R 

O 



;2b) 



m 



m 



3g 



G 3 



^hereby r and s as well as the substitutents R 13 to R*5 
can have the above meaning, or the grouping 

M R 13 R 15 

can also^e a nitrogen heterocycle bound over the 
nitrogen a\om . selected from 

saturated or Unsaturated monocyclic, four to eight - 
membered heterVycles , which, aside from the essential 
nitrogen atom, dan optionally still contain one or two 
further hetero-at^ms selected from N and/or S and/or 0, 
or 

saturated or unsaturated bi- or tricyclic, anellated or 
bridged heterocycles with 8 to 16 ring atoms, that aside 
from the essential nitri^gen atom, can optionally still 
contain one or two furtheV hetero-atoms that are 
selected from N and/or S ahd/or 0; 



has the meaning S0 2 (CH 2 )) 



?13 



(G3) 



wherein r and R 13 have the abov^ definition, 
has the meaning 

V Ar1 



(G4) 



whereby 



Ar 1 and Ar 2 can be selected independently fro\i each other 
from phenyl, pyridyl or naphthyl ; 



has the meaning 



COR 16 



(S5) 



R 1 \ is selected from 

•rif luoromethyl , Cj-Cg-alkoxy , C3 -Cg -alkenyloxy , and 
benzyl oxy, 

whereby aromatic ring systems in the substitutents are R 1 , 
R 2 , R 4 , R 5 , r\ R 13 , r", r 15 # r 16 / Ar l and Ar 2 and/or in the 
ring system Ntt 13 R 15 can be substituted independently from 
each other by oneVto three of the same or different groups 
selected from 

halogen, cyano, C 1 -cV-alkyl / trif luoromethyl , C 3 -*C 8 - 
cycloalkyl, phenyl, benzyl, hydroxy, C x -C 6 -hydroxyalkyl , C x - 
Cg-alkoxy, C 1 -C 6 -alkoxy\entirely or partially substituted by 
fluorine, benzylo*y, pherfoxy, mercapto, C^-Cg-alkylthio, 
carboxy , C 2 - C 7 - carbhxyalkyV C 2 - C 7 - carboxyalkeny 1 , C 2 - C 7 - 
alkoxycarbonyl , benzyloxycarbonyl , nitro, amino, mono-Cx-Cg- 
alkylamino, di- (Cx-Cg-alkyl) - kino and, methylene dioxide in 
the case of two adjacent \esidu\s on the aromatic ring, 



whereby alkyl-, alkenyl- andNcycldalkyl residues in the 
groups G 1 , G 2 and G 3 can be substituted by one or two of the 
same or different groups which are selected from 
hydroxy,- carboxy, C 2 -C 7 -alkoxycarbonyi , benzyloxycarbonyl , 
amino, mono-C^ -C 6 '-alkylamino and diXfC^Vcg- alkyl - amino) t 



Compounds according to claim£ i-3, 



? a7t Q riEoe^" . in "' %hat - 



R 1 is selected from ■ 

hydrogen, halogen, cyano, methyl, ethyl \ 
trif luoromethyl, hydroxy, C x -C 4 -alkoxy , Aenzyloxy, C^- 
C 5 -alkanoyloxy, methylthio, ethyl thio, mettaoxycarbonyl , 

tert-butoxycarbonyl aminocarbonyl , carboxy ,\phenoxy, and 
phenyl thio 



is selected from 
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\ hydrogen, halogen, trif luoromethyl , hydroxy; 

iSs selected from 
hydrogen, halogen ; 

R 4 is selected from 

hydrogeV C 1 -C 3 -alkyl / allyl, hydroxy and, C 1 -C 3 -alkoxy ; 

k is 0 or 1,\ 

A is selected from 

Ci-Cg-alkyleneX optionally substituted once or twice by 
Cl-C 3 -alkyl, hydroxy or fluorine; 

C 2 -C 6 -alkylene, inVhich a methylene unit is 
isosterically replaced by 0, S, NR 9 , CO, SO or S0 2 , 
whereby, with the exception of CO, the isosteric 
substitution cannot be adjacent to the amide group, 

C 2 -C 6 -alkylene, optionallA substituted once or twice by 
c l" c 3 alkyl, hydroxy and/or\f luorine ; 

C 4 -C 6 -alkadienylene, optionallV substituted by C 1 -C 3 - 
alkyl or one or two fluorine atoms; 

1,3,5-hexatrienylene, optionally substituted by, 
fluorine,- \ 

D is selected from \ 

C 2 -C 8 -alkylene, optionally substituted\pnce or twice by 
methyl or hydroxy; \ 

C 4 -C 8 -alkenylene, optionally substituted otace or twice 
by methyl or hydroxy; \ 



|<>7 

^ C4-Cg-alkinylene, optionally substituted once or twice 
methyl or hydroxy; and 

C2"C^-alkylene, C4-Cg-alkenylene or C^Cg-alkinylene , 
wherern one to three methylene units are each 
isosterAcally replaced by 0, S, NH, N(CH 3 ) N(COCH 3 ), 
N(S0 2 CH 3 ) x CO, SO or S0 2 , whereby 

has the meaning 



?11 



(D>- 




(CH 2 ) q 
\ 



N (G) 



j12 




whereby 



is 1 or 2; 



R 11 is selected from 

hydrogen, G 1 -C 3 -alkyl / hydroxVmethyl , or carboxy, and 



?12 



is selected from 
hydrogen or an oxo group adjacent Yo a nitrogen atom 

is selected from Gl, G2 , G3 , G4 or g\, whereby 



(CH 2 ) r <CR 14 R1 5 ) S R^ 3 



(Gl) 



represents 



r is 0 to 2 and, 
s is 0 or 1; and 



R 13 is selected from 



hydrogen, Ci-Cg-alkyl , C 3 -C 8 -cycloalkyi ; benzyl, phenyl; 

benzoc\clobutyl, indanyl, indenyl , oxoindanyl ; naphthyl, 
dihydrorkphthyl , tetrahydronaphthyl , oxotetrahydron- 
aphthyl, Mphenylenyl , fluorenyl, oxof luorenyl , anthryl , 
dihydroantlkyl , oxodihydroanthryl , dioxodihydroanthryl , 
phenanthryl \ dihydrophenanthryl , oxodihydrophenanthryl , 
dibenzocyclotteptenyl , oxodibenzocycloheptenyl , 
dihydrodibenz<Wcloheptenyl , oxodihydrodibenzocyclo- 
heptenyl , dihydrodibenzocyclooctenyl , tetrahydrodibenzo- 
cyclooctenyl or Wotetrahydrodibenzocyclooctenyl bound 
directly or over\a methylene group; 

furyl, thienyl, pyrVolyl , oxazolyl , isoxazolyl, 
thiazolyl, iso- thiazblyl , pyrazolyl,_ imidazolyl, 
oxadiazolyl, thiadiazYlyl , triazolyl,. pyridyl , 
pyrazinyl, pyridazinyA pyrimidinyl, triazinyl, 
imidazothiazolyl, benzoYuryl, dihydrobenzof uryl , 
benzothienyl, dihydrobenWhienyl , indolyl, indolinyl, 
isoindolinyl, oxoindolinyi, dioxoindolinyl , 
benzoxazolyl, oxobenzooxazdlinyl , benzooisoxazolyl , 
oxobenzoisoxazolinyl, benzobhiazolyl , oxobenz- 
thiazolinyl, benzoisothiazolyl , oxobenzoisothiazolinyl , 
benzoimidazolyl , oxobenzoimidazolinyl , indazolyl , 
oxoindazolinyl, benzofurazanyl , . benzothiadiazolyl , 
benzotriazolyl, oxazolopyridyl , oxodihydrooxazolo- 
pyridyl, thiazolopyridyl , oxodihydrothiazolopyridyl , 
isothiazolopyridyl, imidazopyridyl oxodihydroimidazo- 
pyridyl, pyrazolopyridyl , oxodihydrbpyrazolopyridyl , 
thienopyrimidinyl , chromanyl , chromanpnyl , benzopyranyl , 
chromonyl, quinoloyl, isoguinoloyl , dihydroquinolyl , 
oxodihydroquinolinyl , tetrahydroquinolyl , 
oxotetrahydroquinolinyl, benzodioxanyl , quinoxalinyl , 
quinazolinyl, naphthyridinyl , carbazolyl, 
tetrahydrocarbazolyl, oxotetrahydrocarbazolyl , 
pyridoindolyl, acridinyl, oxodihydroacridinyl , 
phenanthridinyl, dihydrophenanthridinyl , 



6<, 



tocodihydrophenanthridinyl , dibenzoisoquinolinyl , 
drhydrodibenzoisoquinolinyl , oxodihydrodibenzo- 
isoquinolinyl , phenothiazinyl , dihydrodibenzooxepinyl , 
oxodrhydrodibenzooxepinyl , benzocycloheptathienyl , 
oxoben\ocycloheptathienyl , dihydrothienobenzothiepinyl , 
oxodihyorothienobenzothiepinyl , dihydrodibenzothiepinyl , 
oxodihydrodibenzothiepinyl , octahydrodibenzothiepinyl , 
dibenzoazepinyl , dihydrodibenzoazepinyl , 
oxodihydrocribenzoazepinyl , octahydrodibenzoazepinyl , 
benzocyclohefctapyridyl , oxobenzocycloheptapyridyl , 
pyridobenzoazepinyl , dihydropyridobenzoazepinyl , 
oxodihydropyridobenzoazepinyl , dihydropyridobenzo- 
diazepinyl , dihytdrodibenzooxazepinyl , 
dihydropyridobenaooxepinyl , dihydropyridobenzo-- 
oxazepinyl , oxodinydropyridobenzooxazepinyl , 
dihydrodibenzothiazepinyl , oxodihydrodibenzothiazepinyl , 
dihydropyridobenzothVLazepinyl or 

oxodihydropyridobenzdf hiazepinyl bound directly or over 
a methylene group; 



m 



R 14 is synonymous with R 13 bu\: is selected independent 
thereof ; 



R 15 is selected from 



hydroxy, methyl, benzyl, phenyl, indanyl , indenyl , ' 
naphthyl , dihydronaphthyl , tetVahydronaphthyl , f uryl , 
thienyl, pyrrolyl , oxazolyl, isbxazolyl, thiazolyl, 
isothiazolyl ( pyrazolyl, imidazolyl , oxadiazolyl, 
thiadiazolyl , triazolyl , pyridyl \ pyrazinyl , 
pyridazinyl, pyrimidinyl , triazinyl, benzofuryl, 
benzothienyl , indolyl , indolinyl, aenzooxazolyl , 
benzothiazolyl , benzoimidazolyl , chsomanyl , quinolyl or 
tetrahydroquinolyl bound directly or\over a methylene 
group ; 



is selected from 
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or 



C (CH 2 ) r (CR 14 R 15 ) S r1 3 

O 



-C (CH 2 ) f NR 13 R 15 

O 



(G2a) 



(G2b) 



whereby r\and s and the substituents R 13 to R 15 can have 
the above f^eaning, or the grouping 

NR 13 R 15 



represents the Hng of azetidine bound over the nitrogen 
or one of the foM owing residues: pyrrolidine, pi- 
peridine; (1H) - tettahydropyridine , hexahydroazepine , 
(1H) -tetrahydroazepYne, octahydroazocine, pyrazolidine , 
piperazine, hexahydr\di azepine, morpholine, hexahydro- 
oxazepine, thiomorphoMne, thiomorpholin-1 , 1 -dioxide, of 
5-aza-bicyclo- [2 . l . l] heScane, 2-aza- 

bicyclo [2.2.1] heptane, 7\aza-bicyclo- [2.2.1] heptane, 
2, 5-diaza-bicyclo[2 .2 .1] heptane, 2-aza-bi- 
cyclo[2 .2 .2] octane, 8-aza-lkcyclo [3 . 2 . 1] octane, 2,5- 
diaza-bicyclo [2 .2.2] octane , Vaza-bicyclo [3 . 3 . 1] nonane , 
, indoline, isoindoline, (1H> -d\hydroquinoline , (1H) - 
tetrahydroguinolin, (2H) - tetraftydroisoquinoline , (1H) - 
tetrahydroquinoxaline, (4H) -dihydrobenzooxazine , (4H) - 
dihydrobenzothiazine, (1H) - tetrahVdrobenzo [b] azepine, 
(1H) -tetrahydrobenzofc] azepine, (Xtt) -tetrahydro- 
benzo [d] azepine , ( 5H) - tetrahydrobenVo [b] ox-azepine , 
( 5H) - tetrahydrobenzo [bj thiazepine , A 2 ,3,4- tetra-hydro- 
9H-pyrido[3,4-b] indole, (10H) -dihydroVcridine , (10H) - 
dihydrophenanthr idine , 1,2,3,4 - 1 etrahyWoacridanone , 
(10H) -phenoxazine, (10H) -phenothiazine ,\ (5H) - 
dibenzoazepine, (5H) -dihydrodibenzoazepiVe, <5H)- 
octahydrodibenzoazepine, dihydrobenzo [d, e\isoquinoline , 
(5H) -dihydrodibenzodiazepine, (5H) -benzo [b\pyrido- 



201 



\ [f ] azepine, (5H) -Dihydrobenzo [b] pyri-do [f ] azepine, 
\ (11H) -Dihydrodibenzo [b, e] oxazepine, (11H) - 
Ndihydrodibenzo [b, e] thiazepine, (10H) -dihydrodiben- 
zb[b, f ] -oxazepine., (10H) -dihydrodibenzo [b, f ] thiazepine, 
(5k) -tetra-hydrodibenzoazocine, (11H) - 
dihydrobenzo [e] pyrido [b] -l, 4-diazepin- 6 -one or (11H)- 
Dihyorobenzo [b] pyrido {e] -l , 4-diazepin-5-one . 

G 3 \ S0 2 (CH 2 ) r R 13 (G3) 

wherein r and R^ 3 have the above definition, 
G 4 has the meaning 



whereby 

Ar 1 and Ar 2 are selected independently from each other from 
phenyl , pyridyl or napVthyl ; 

G^ has the meaning \ 

— NcOR 16 (G5) 

R 1 * is sele cted from \ 

trifluoromethyl , Cx-Cg-alkoxy ,\ C 3 -C 6 -alkenyloxy , and 
benzyloxy, \ 

whereby aromatic ring systems in the stostitutents can be 
substituted independently from each other by one to three of 
the same or different groups selected frqm 
halogen, cyano, Cj-Cg-alkyl, trif luorometftyl , C 3 -C 8 - 
cycloalkyl, phenyl, benzyl, hydroxy, C 1 -C 6 AJiydroxyalkyl , C x - 
Cg-alkoxy, Cx-Cg-alkoxy entirely or partial^ substituted by 
fluorine, benzyloxy, phenoxy, mercapto, C^cA- alkylthio, 



<G4) 
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Varboxy, C 2 -C 7 -carboxyalkyl , C 2 -C 7 -carboxyalkenyl , C 2 -C 7 - 
aikoxycarbonyl , benzyloxycarbonyl , nitro, amino, mono-Ci-Cg- 
alkjaamino, di- (C^-Cg -alkyl ) -amino and, methylene dioxide in 
the case of two adjacent residues on the aromatic ring, and 

whereby \alkyl-, alkenyl- and cycloalkyl residues in the 
groups gA G 2 and G 3 can be substituted by one or two of the 
same or different groups which are selected from 
hydroxy, ca\boxy, C 2 -C 7 -alkoxycarbonyl , benzyloxycarbonyl, 
amino, mono-Cs-C 6 -alkyl amino and di- (CjL-Cg -alkyl -amino) . 

5. Compounds according to claim)?; a-4, wherein 

R 1 is selected frW hydrogen, fluorine, chlorine, bormine, 
methyl, ethyl, C*rif luoromethyl , hydroxy, Cx-C^alkoxy , 
methylthio, ethlythio, caroboxy and phenoxy; 

R 2 is selected from hydrogen, chlorine and methyl; 

R3 is hydrogen; 

R 4 is selected from hydrogen^ C^Q 2 ~ alkyl and hydroxy, 

k is 0 



is selected from C 2 -C 6 -alkylenV which is optionally 
substituted once or twice by hydroxy or fluorine,- 

C 2 -C 6 -alkyl ene, wherein a methylene unit is 
isosterically replaced by 0, S or do, whereby, with the 
exception of CO, the isosteric substitution cannot be 
adjacent to the amide group; 



C2-C 6 -alkenylene which is optionally substituted by C 2 - 
C 3 -alkyl and/or fluorine,- \ 
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\4 " c 6 " alkadienylene ; 
is ^selected from 

C2-c\-alkylene which is optionally substituted by methyl 
or hydroxy; 

C4-Cg-aikenylene , which is optionally substituted by 
hydroxy; \ 

C4-C3-alkiny\lene / which is optionally substituted by 
hydroxy; \ 

C2-C8-alkylene, \C4-Cg-alkenylene, C 4 -C8-alkinylene 
wherein a methylene unit is respectively isosterically 
replaced by O, NH,\n(CH3), CO or SO2 or an ethylene 
group is isostericalsly replaced by a group NH-CO and/or 
CO-NH or a propylene Vroup is isosterically replaced by 
a group NH-CO-0 and /or\o- CO-NH; 

is selected from piperazine or hexahydro-1 , 4-diazepine 
(homopiperazine) , wherein Yhe ring can be optionally 
substituted by one or two mfethyene groups and/or by an, 
oxo group adjacent to a nitrogen atom; 

is selected from hydrogen, C3-Oo-cycloalkyl , methoxy- 
carbonyl, tert-butoxycarbonyl , benzyloxycarbonyl , 
trif luoroacetyl , diphenylphosphinWl , or a group 

— (CH 2 ) r — (CR 1 V 5 )— R 13 \ 
and \ 



— C-(CH 2 )— (CR 1 V 5 )-R 13 

II 1 & 

O 
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C — (CH2) — NR R 

II 'r 

O 

— S0 2 — (CH 2 ) r R 13 



r has the meaning 0 or 1 
s is 0 or 1, \ 

R 13 is selected fronK hydrogen, methyl, benzyl, phenyl, 

indanyl, indenyl, oxoindanyl, naphthyl, tetra- 
hydronaphthyl , fluorWyl, oxof luorenyl , anthryl, 
dihydroanthryl , oxodiWdroanthryl , dioxodihydroanthryl , 
phenanthry 1 , dihydrophenanthryl , oxydihydrophenanthryl , 
dibenzocycloheptenyl, dihydrodibenzocycloheptenyl , 
oxodihydrodibenzocyclohepfeyl bound directly or over a 
methylene group, \ 

furyl, thienyl, oxazolyl, isoqxazoly, thiazolyl, 
imidazolyl, oxadiazolyl, pyridyl, pyrazinyl", 
pyrimidinyl, imidazothiazolyl , ^enzofuryl, benzothienyl , 
indolyl , indolinyl , oxoindolinyl ,\ dioxoindolinyl , 
benzoxazolyl , oxobenzooxazolinyl , faenzothiazolyl , 
oxobenzthiazolinyl , benz imidazolyl Aoxobenzimidazolinyl , 
indazolyl, benzof urazanyl , benzotria^olyl , oxazolo- 
pyridyl , oxodihydrooxazolopyridyl , thiazolopyridyl , 
oxodihydrothiazolopyridyl , imidazopyriolyl , 
oxodihydroimidazopyridyl, chromanyl, chrbmanonyl , 
benzopyranyl , chromonyl, quinolyl, isoguinolyl, 
oxodihydroguinolinyl, tetrahydroquinolyl , \ 
oxotetrahydroquinolinyl , benzodioxanyl , quitiazolinyl , 



and 



and 



wherein 
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\ carbazolyl , acridinyl , dihydroacridinyl , oxodihydro- 
\cridinyl , dihydrophenanthridinyl dihydrobenzo 
isoguinolinyl, phenothiazinyl , dihydrodibenzooxepinyl , 
beniocycloheptathienyl , dihydrothienobenzothiepinyl , 
dihyd^odibenzothiepinyl , oxodihydrodibenzothiepinyl , 
dihydrddibenzoazepinyl , oxodihydrodibenzoazepinyl , 
octahydreadibenzoazepinyl , benzocycloheptapyridyl , 
d ihydropy id-dob en z odia z epinyl , dihydrodibenzothiazepinyl 
bound directly or over a methylene group, 

is selected from hydrogen, methyl, benzyl, phenyl; 

is selected f rom nydrogen, hydroxy, methyl, benzyl, 
phenyl ; \ 

naphthyl, tetrahydroribphthyl , furyl, thienyl, oxazolyl, 
thiazolyl , imidazolyl ,\pyridyl , benzofuryl , benzothie- 
nyl , indolyl , indolinyl\ benzoxazolyl , benzothiazolyl , 
benzimidazolyl, chromanyly guinolyl or tetrahydro- 
quinolyl bound directly o A over a methylene group ; 

whereby the grouping -NR 13 R 1 K represents a ring bound 
over the nitrogen atom of a reNsidue from the series 

pyrrol idine , piperidine , hexahyoroazepine , piperazine , - 
hexahydrodiazepine , morpholine , hWahydroxazepine , 
thiomorpholine, 7-aza-bicyclo [2,2 A] heptane, 2, 5-diaza- 
bicyclo [2. 2.1] heptane, indoline, isVlndoline, (1H)- 
dihydroquinoline, (1H) - tetrahydroquifioline, (2H) - 
tetrahydroisoquinoline, (4H) -dihydrobanzoxazine , (4H) - 
dihydrobenzothiazine, <1H) - tetrahydrobanzo [b] azepine, 
(1H) -tetrahydrobenzo[d] azepine, (5H) - te\rahydroben- 
zo[b) oxazepine, (SH) - tetrahydrobenzo [b] tniazepine, 
( 10H) -dihydroacridine , 1,2,3,4 - tetrahydrokcridanone , 
(10H) -dihydrophenanthr idine, (1H) - dihydrobenzo - 
[d, e] isoquinoline, (10H) -phenothiazine, (5HA- 
dibenzotb, f] azepine, <5H) -dihydrodibenzo [b, f J\azepine, 



1 
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\ (5H) -dihydrodibenzo [c, e] azepine, (5H) -dihydrodibenzo- 
\ diazepine, (11H) -dihydrodibenzo [b, e] oxazepine (11H) - 
\ dihydrodibenzo [b, e] thiazepine, (5H) - 

^ihydrobenzo[b]pyrido[3, 2-f] azepine and (HH)-6- 
otfodihydrobenzo [e] pyrido [3 , 2-b] [1, 4] v diazepine, and 
whereby 

aromatic ring systems in the substituents can be 
substituted, independently of each other, by one to 
three of uhe same or different groups selected from 
halogen, cyano, Cx-Cg-alkyl, trif luoromethyl , C3-Cg- 
cycloalkyl, phenyl, benzyl, hydroxy, Ci-Cg-hydroxyalkyl , 
Cl-Cg-alkoxy, Go-Cg-alkoxy which can be entirely or 
partially substituted by fluorine, benzyloxy, phenoxy, * 
mercapt o , C x - C 6 - alSkyl thio , carboxy , C 2 - C 7 - carboxyalky 1 , 
C 2 - C 7 - carbocyalkeny\. C 2 - C 7 - alkoxy carbony 1 , 
benzyloxy carbonyl , ni\ro , amino , mono- C x - Cg - alky lamino 
or di- (Ci-Cg-alkyl) -amibo, and in the case of two 

adjacent residues on theNaromatic ring, methylenedioxy , 
and \ 

whereby alkyl, alkenyl and cycloalkyl residues in the 
group G can be substituted by toe or two of the same or 
different groups which are selected from hydroxy, 
carboxy, C 2 -C 7 - alkoxy carbonyl , benWloxy carbonyl , amino, 
mono-Cx-Cg-alkylamino and ki- (Ci-C^-alkyl) amino. 

6. Compounds according too the claim$ wherein 
R 1 is selected from \ 
hydrogen, fluorine, methyl, trif luorometWl ethylthio; 

R 2 , R 3 and R 4 are each hydrogen; \ 
k has the meaning 0 ; . \ 

A is selected from \ 
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ethylene, propylene or butylene which are each 
optionally substituted by hydroxy or one or two fluorine 
yms; or OCH 2 ,SCH 2; 

ethenjQene, or 1 , 3-butadienylene ; 
is selected from 

C2-Cg-alk^ene which is optionally substituted by 
hydroxy; 



C4-C6 alkenyleiae; 



C 4 -Cg alkinyleneAor 



C 2 -C 6 alkylene, C 4 -Ck alkenylene or C4-C6 alkinylehe, 
wherein one or two methylene units is isosterically 
replaced by 0, NH ( CO o\ SO2 ; 



is selected from piperazine\ or hexahydro-1 , 4 - 
diazeazepine; 



m 



Si 



is selected from 
phenyl , benzyl , phenethyl , dipheWlmethyl , naphthyl , 
tetrahydronaphtyl , naphthylmethyA f luorenyl" 
f luorenylmethyl , anthrylmethyl , dihYdrodibenzo- 
cycloheptenyl; 

f urylmethyl , thienylmethyl , thiazolylmVtzhyl , 
pyridylmethyl ( benzothienylmethyl , quincdylmethyl , 
phenyl thienylmethyl , phenylpyridylmethyl A 
benzocycloheptapyridinyl , dihydrobenzocycl\ 
heptapyridinyl , dihydrodibenzooxepinyl , 
dihydrodibenzothiepinyl , dihydrodibenzoazepinyl * 
dihdrobenzopyridodiazepinyl ,- 



formyl, acetyl, pivaloyl, phenylacetyl , diphenylWcetyl ( 
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□ 



Uphenylpropionyl, naphthylacetyl ( benzoyl, naphthoyl, 
oxof luorenylcarbonyl , oxodihydroanthrylcarbonyl , 
di oxodihydroanthrylcarbonyl , 

furoylXnyridylacetyl, pyridylcarbonyl , 
chromonyP^arbonyl , quinolylcarbonyl , 

phenylylaminorarbonyl , naphthylaminocarbonyl , 
tetrahydronaph\hylaminocarbonyl , dibenzylaminocarbonyl , 
benzylphenylamirtocarbonyl , diphenylaminocarbonyl , 
indolinyl-N-carboWl, isoindolin-N-carbonyl , 
tetrahydroquinolin^vl-N-carbonyl, carbazolyl-N-carbonyl , 
tetrahydrobenzoazepiWl-N-carbonyl, 
dihydrodibenzoazepin-Ns-carbonyl , 
dihydrobenzopyridoazepifvvl - n- carbonyl , 
oxodihydrobenzopyridoaze^inyl-N-carbonyl; 

methanesulfonyl, toluenesulf^nyl , naphthylsulf onyl , 
quinolinsulf onyl and 

diphenylphosphinoyl , 



3 



wherein aromatic ring systems can be substituted 
independently of each other by one to thrL of the same or 
different groups which are selected from haiogen, cyano, C x - 
C 6 -alkyl, trifluoromethyl, C 3 -C 8 -cycloalkyl ,\>hehyl , benzyl, 
hydroxy, C x -C 6 - hydroxy alkyl , C^-Cg-alkoxy, d-L-alkoxy 
entirely or partially substituted by fluorine, bWyloxy, 
phenoxy, mercapto, d-C 6 - alkyl thio, carboxy, C 2 -C^ 
carboxyalkyl, C 2 -C 7 -carboxyalkenyl , C 2 -C 7 -alkoxycartonyl , 
benzyloxycarbonyl, nitro, amino, mono- d"C 6 - alkyl ami^o or di- 
(Cx-Cg-alkyl) -amino, and in the case of two adjacent residues 
in the aromatic ring methyl enedioxy, and whereby 



alkyi, alkenyl and cycloalkyl residues in the group G can be 
substituted by one or two of the same or different groups 
which a\e selected from 



hydroxy, casboxy, C2 -C7_alkoxycarbonyl , benzyloxycarbonyl t 
amino, mono-c\Cg -alkylamino or di- (C^-Cg -alkyl ) -amino. 



7. ComDOunds according to formula (I) according to claim 1 
or 2, fltoactoriDGa^i that: they are present m the form of 
the following compounds: 

N- [4- (4-diphenylmethylpiperazin-l-yl) -3-hydroxybutyl] -3- 
pyridin- 3 -yl-acrylamide ; 

N- [3- (4-diphenylmethylpiperazin-l-yl) -propoxy] - 3 -pyridin- 3 - 
yl-acrylamide; \ 

N- [4- (4-diphenylmethylpiperazin-l-yl) -4-oxo-butyl3 -3-pyridin- 

\ 

3 -yl - acrylamide ; ^ 

N- [3- (4-diphenylmethylpiperazin-l\^sulf onyl) -propyl] -3- 
pyridin- 3 -yl-acrylamide; \^ 

N- {2- [2- (4-diphenylmethylpiperazin-l\yl) -ethoxy] -ethyl} -3 -py- 
nam- 3 -yl -acrylamide ; \ 

N- (4- {4- [bis- (4-f luorphenyl) -methyl] -piperazin-l-yl} -but-2- 
in-yl) - 3 -pyridin- 3 -yl-acrylamide; \ 
N- {4- [4- (4-carboxyphenyl-phenylmethyl) -piperazin-l-yl] - 
butyl} -3-pyridin-3-yl-acrylamide and 

N- (4- {4- [ (4 -aminophenyl) -phenylmethyl] -piperazin-l-yl} - 
butyl) -3 -pyridin- 3 -yl-acrylamide . 



N- {4- [4- (9H-f luoren-9-yl) -piperazin-l-yl] -butyl }\ 2 - (pyridin- 

3 -yloxy) -acetamide ; \ 

N- {5- [4- (9H-f luoren-9-yl) -piperazin-l-yl] -pentyl} -3-pyridin- 

3 -yl-acrylamide; \ 

N- {6- [4- (9H-f luoren-9-yl) -piperazin-l-yl] -hexyl } -3 -pyridin- 3 - 

yl-acrylamide; \ 

3 -pyridin - 3 -y 1 -N- { 4 - [ 4 - ( 1 , 2 , 3 , 4 - tetrahydronaphthal in- 1 -yl ) - 

piperazin-l-yl] -butyl } -acrylamide ; \ 
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3-pyridin-3-yl-N-{4- [4- (5 , 6 , 7 , 8- tetrahydronaphthalin- 1-yl ) - 
\piperazin-l-yl] -butyl } -acrylamide and 
kr{4- [4- (naphthalin-l-yl) -piperazin-l-yl] -butyl} -3-pyridin-3- 
ylXacryl amide . 

N- [4- (4^biphenyl-2-yl-piperazin-l-yl) -butyl] -3 -pyridin-3 -yl - 
propionamide ,- 

N- [5- (4-bi$henyl-2-yl-piperazin-l-yl) -pentyl] - 3-pyridin-3- 
yl - acrylamidte; 

N- [6- (4-biphen^l-2-yl-piperazin-l-yl) -hexyl] -3 -pyridin- 3 -yl - 
acrylamide; \ 

N- [4- (4-biphenyl-2\yl-piperazin-l-ly) -butyl] -2- (pyridin-3- 
yloxy) -acetamide as\?ell as 

N- [4- (4-biphenyl-2-ylViperazin-l-yl) -butyl] -5- (pyridin-3- 
yl) -penta-2 , 4 -diensaureVnide . 

N- {4- [4- (10, ll-dihydro-SH-dibenzo [a, d] cyclohepten-5-yl) - 
piperazin-l-yl] -butyl} -3 -pyridin-3 -yl -propionamide; 
N-{5- [4- (lO^i-dihydro-SH-dibe^nzota^djcyclohepten-S-yl) - 
piper-azin-l-yl] -pentyl} -3 -pyriSLin- 3 -yl -acrylamide; 
N-{6- [4- (10,ll-dihydro-5H-dibenzc\ra,d] cyclohepten-5-yl) - 
piper-azin-l-yl] -hexyl} -3 -pyridin-\-yl - acrylamide ; 
N-{4- [4- (10, ll-dihydro-5H-dibenzo[a>d] cyclohepten-5-yl ) - 
piper-azin-l-yl] -butyl} -5- (pyridin-3 \l) -penta-2, 4- 
diensaureamide; \ 

N- {4- [4- (6, ll-dihydro-dibenzo[b, e] oxepinVll-yl) -piperazin-l- 
yl] -butyl- 3 -pyridin- 3 -yl -propionamide and\ 

N- { 2 - [4 - ( 6 , 11 -dihydrodibenzo [b, e J thiepin- l\-yl ) -piperazin- 1 - 
yl] -ethyl}-3-pyridin-3-yl-acrylamide.' \ 

N- [4- (4-diphenylacetyl-piperazin-l-yl) -butyl] -\-pyridin- 3 -yl - 
acrylamide; \ 

N- [4- (4-benzoylpiperazin-l-yl) -butyl] -3 -pyridin -Ayl- 
acrylamide; \ 

N-{4- [4- (2-aminobenzoyl) -piperazin-l-yl] -butyl } -3 -p\ridin- 3 - 
yl -acrylamide; \ 

N-{4- [4- (4-carboxybenzoyl) -piperazin-l-yl] -butyl } -3-py^idin- 
3 -yl - acrylamide ; \ 



N- {4- [4- (biphenyl-2-carbonyl) -piperazin-l-yl] -butyl} -3- 
pyridin- 3 -yl - acrylamide ; 

sN- {4- [4- (9-oxo-9H-f luoren-4-carbonyl) -piperazin-l-yl] -butyl} 
3\j?yridin- 3 -yl- acrylamide and 

N- N- (4 - ( f uran-2-carbonyl ) -piperazin-l-yl] -butyl } -3-pyridin- 
3 -yl ^acrylamide . 

N- { 4 - [4 - fsnaphthalin-l-yl -aminocarbonyl ) -piperazin-l-yl] - 
butyl } - 3-pVridin-3-yl-propionamide; 

N - { 4 - [4 - (dipfaenylaminocarbonyl ) -piperazin-l-yl] -butyl} -3 - 
pyridin-3 -yl- acrylamide ; 

N- { 4 - [4- (naphtnalin-2 -sulf onyl } -piperazin-l-yl] -butyl} -3- 
pyri-din- 3 -yl -acrylamide as well as 

N- [4- (4-diphenylph\sphinonyl-piperazin-l-yl) -butyl] -'3- 
pyridin- 3 -yl- acrylamide . 

N- [4- (4-biphenyl-2-yl-piperazin-l-yl) -butyl] -3 -pyridin-3-yl- 
acrylamide; \ 

N- { 4 - [4 - (9H-f luoren-9-yl) -^piperazin-l-yl] -butyl } -3 -pyridin-3 
yl- acrylamide and \ 

N - {4- [4- (10 , ll-dihydro-5H-dibtenzo[a, d] cyclohepten- 5-yl ) - 
piper- azin-l-yl] -butyl } -3 -pyrioin- 3 -yl- acrylamide . 

8 . Method for the production of \compounds according to 
claim£ ^-7 according to formula 




(I) 



wAerein 

■ ChfliractQgiaod -in that 

carboxylic acids of formula (II) 



(A) 
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yl 
Q 




A — C — OH 



4 



(id 



in which R^R 2 , r3 / a and k have the meaning given above or 
their reactive derivatives, especially their acid chlorides- 
or activated enters, are. reacted, optionally in the presence 
of condensation Nugent s, with compounds of formula (III) 

-N D E G 

I 

(III) 

wherein D, E , G and R 4 ar>e defined as in claim 1 in the form 
of the respective free basS. or the respective acid addition 
salt, preferably in one or m&re inert solvents, at a. 
temperature between -40 °C and\80°C optionally in the 
presence of an auxiliary base o\ according to the method 
variant . 

(B) The compounds according to theVeneral formula (I), 
according to the c^Laim^ ftl are produced in the manner that, 
compounds of the formula (I), wherein a is hydrogen, are 
reacted as starting materials with a compound of formula (IV) 



in which G has the meanings given in the claim^db-^7, with the 
exception of hydrogen, and Lisa suitable nucle^ofuge or 
reactive group respectively, or according to methbd variant. 

(Bl) Compounds of formula (I), in which G, with\the 

exception of hydrogen, has the meaning of G 1 according to the 
definition in claim 1 can also be produced, aside fronAmethod 



3 > 



5? 
□ 

hi 



(A), by reacting compounds of formula (I), in which G is 

fdrogen, with a suitable alkylation agent and/or arylation 
agW of formula (IV), wherein G is an alkyl-, alkenyl-, 
alkii^l-, cycloalkyl-, aryl-, aralkyl-, heteroaryl- or 
heteroaValkyl residue according to definition and the leaving 
group L represents a reactive derivative of an alcohol, such 
as a halog&n atom such as chlorine, bromine or iodine or a 
sulfonic acild ester' a methanesulf onyloxy group, 
trif luoromethanesulf onyloxy- , ethane sulf onyloxy- , benzene - 
sulf onyloxy- , pV toluene sulf onyloxy- , p-bromobenzene- 
sulf onyloxy- , m-fyitrobenzenesulf onyloxy group or a terminal 
epoxide group as a\ reactive group, wherein this reaction 
occurs i a suitable\inert solvent 'at a temperature ' between 
0°C and 180°C, depending on the reactivity of the educt, or 
according to method va\iant . 

(B2) Compounds of fokula (I), in which G represents an 

acyl residue, a carbamoyl residue, a sulfonyl residue or a 
phosphinoyl residue according to the definition according to 
claim 1 produced in a manner by reacting compounds of formula 
(I), wherein G has the meaning Vdrogen, with a carboxylic 
acid, carbamic acid, sulfonic acid and/or phosphinic acid of 
formula (V) , 



HO- 



wherein G is an acyl residue, carbamoyl resYdue, sulfonyl 
residue or phosphinoyl residue according to definition, or 
their derivatives capable of reaction, whereb\ the reaction 
of reactive derivatives with compounds (I), inVhich G is 
hydrogen, preferably occurs * in the presence of auxiliary 
bases in solvents and under conditions as they arte described 
in method (A); or according to method variant. 
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(B3) Compounds of formula (I), wherein G is a carbamoyl 

^residue according to the definition (G2b) with r = 0 in the 
arm of the group 



— C-NR 13 R 15 



are produced ^kn the manner of reacting compounds of formula 
(I) , in which G\is hydrogen, with a carbonyl group 
transmitter to an\intermediate product and subsequently 
reacting this directly with a primary or secondary amine with 
the formula (VI) 



-NR 13 R 15 



(VI) 



wherein Rl3 and R 15 and/or t he\rouping NR 13 R 15 havg fche 
meanings given in claim 1 or 2 without purifying or isolating 
the intermediate product, preferably compound (VI) is added 
in a stochiometric amount or in excLs as a solution or a 
solid and the reaction is completed, thereby the reaction • 
temperatures lie between -40°C and 50°\ for the first partial 
reaction and between 0°C and 150 °C for 6he second partial 
reaction, or according to method variants 

(B4) Compounds of formula (I), whereinNc is a carbamoyl 

residue according to the definition (G2b) wit\ r = 0 and Rl5 
= hydrogen, in the group 



-C-NHR 

II 

0 



13 



are produced in a manner that compounds of formula (l)\ 
according to claim 1 in which G is hydrogen, are reacted with 
an isocyanate of formula (VII) 



w 
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0=C=N-R 



13 



(VII) 



in which R 13 ii&SL^the meaning given in claim 1, in an 
absolute, inert solvent at a temperature from -20°C to 150°C. 

9 . ^Compound or compound mixture according to one of claims 
a— tn 7\£or use in a therapeutic method for treatment of the 
human or>animal body or in a corresponding diagnosis method. 

10. CompoundxDr compound mixture according to claim 9 for 

«.u \ ■ ^ * , ■ herein . 

use m a therape\tic or diagnostic method, oharaatQnced i rr 

■fehafe the therapeutic use is in connection with cancerostatic • 
or cytostatic or-^Hns^nQsjappressive treatment or abnormal cell 
growth and/or preve^a£5hg"-xhe formation of metastases and/or 
proliferation, optionallY in connection with suitable 
pharmaceutical^ acceptable, adjuvants and carriers and/or one 
or more further active ingredients. 



11. Use of one or more compound^ according to one of claim* 

7 for the production of a medicament for the treatment 
of the human or animal body in the m&dical indications named 
above in claim 10 including all compounds which are excluded 
according to definition in claim 1 and 2. 



12. Medicameh^with an amount of 1 or more active 
ingredients according to claim 3r to 7 optionally in 
connection with a pharrtiaceutically acceptable carrier, next 
to toxicologically safe ac^uvants, optionally in combination 
with other active ingredient! 



13 . A method' _ 
claim 12, 



1 for th 



according to one or 
compounds which arS 
1 and 2 and the resoec 



the production of a medicament according to 
ireti i n -»m»fc one or more compounds 

of claims 1 to 7 including all 

according to definition in claim 
cx>aims dependent thereon are 
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processed to fih^hed medical forms with suitable 
pharmacological3^s^t^eptable carriers arid adjuvants. 

^herein 

14. Medicament according to claim 12, c j^ araetcriEcd in - tha t i 
it is present\n a solid, peroral administrable form as a 
tablet, capsule, located tablet, or as a liquid, peroral 
administrable solution, suspension, effervescent tablet, in 
the form of tabs or sabhets, optionally in sustained action, 
and/or in gastric f luid-n&sistant form. 



15 . 



k, ^ therein 

Medicaments according to claim 12 or 14, rhnmrtori ltd 
it is present in the form of a suitable injection or 
infusion, preparation together with suitable pharmaceutical!.}' 
acceptable carriers and adjuvants, optionally in sustained 
action for\n and or as a parenteral depot medicinal form or 
implant or Ys used in the form of a concentrate, powder or 
lyophilisate\and the parenteral dilution agent is optionally 
manufactured in the packaging separately therefrom, wherein 
the mixing of both compounds with each other or of the active 
ingredient with >a common parenterally applicable dilution 
agent occurs immediately before use. 

v wUrein 

16. Medicament according to claim 12, cjiunracfeeiizeQ "lu TTTcrtr 
it is present in the\form of an inhalation therapeutic agent, 
for example, in the fdrm of a spray together with suitable 
pharmaceutical^ acceptable propellants, carriers and 
adjuvants . 



wherein 

claim 12, .c hara e to js iaod in that - 
it is present in the form oA a transdermal therapeutic system 



17 . Medicament according 

s present in the fc 
for systemic treatment. 



18. Medicament according to claim 12, oharaotagisod— Hr-fctet 
it is present in the form of a gastrointestinal therapeutic 
system (GITS) for systemic treatment. 

is. Medicament according to claim 1\2, charaet&viaod -in tha * 

• ,. . \ 

1C 1S Present in the form of a salve Asuspension , emulsion, a 
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oalm or plaster or in the form of an externally applicable 
solution. 



20. Medicament according to claim 16 for administration by 
means of\i controlled dosage aerosol or in the form of a dry 



powder 



formulation . 



21. Medicaments, according to claim 12, c haracterised - ±u Lhau 
it is present inSthe form of a rectal, genital, or 
transurethral administration emulsion, a solution, a 
liposomal solution, an implant, suppository or a capsule. 

22. Medicament acoOTda^^to claim 12, ^Vr -r n-,i ~rr\ in th r it 
it is present in theN^rm^^^ a composition capable of being 
applied nasally, otologicalry or ophthalmologically . 



^■?i'*-^ dicament according to on\ of the claims 12 or 14, 



d h enr actGriaod in Lli ufc.it is present in the form of a buccally 
applicable form. 



24 * w^e?n ment accor>i ^ n 9 to on e pfr-tha claim£ lfr and n -to> 
16 * ohara e tciigUJ in Llid^ a dosage unit for single 
administration contains OS. 001 or 0.01 to 2.0 mg or 0.1, l, 2, 
5, 10, 20, 25, 30, 50, 10o\ 200, 300, 500, 600, 800, 1000, 
2000, 3000, 4000 or 5000 mgN^ctive ingredient according to 
the claims 1 to 7, 9 and 10. 

-5C M ^.v wherein 

Medicament according to claim 16, ohftraetorig&el in Uiab 
the pharmatfsutically acceptable carrier'and/or diluent is a 
propellant aerosol. 



to claim 16 or 25, 



26. Medicament 
■H**t the propell 

heptafluoropropane and/or\roropane , butane, or dimethyl ether 
or mixtures thereof . 



sol is tetraf luoroethane and/or 



21* 

27. Medicament according to otp of fhft claim* *&r- M » 26 < 
c My^» r ^ TJ7 ^ the propellant aerosol contains surface 

active adjuvants. 

28. Medicament according to one of the claims 12 or 16, 
^h &LLUiTxea in Lhuto it contains glucose and/or lactose as a 
dry powder dosage. 

29. Substance\r substance mixture according to one of the 
claims 9 or 10, i&Qi^atiogi g oA in thnt . the therapeutic use 
occurs with a further cytostatic agent or immunosuppressive 
agent . 

30. Medicament according to « ne - of tho claimf 4-3 RQji -ar4-^&% 
28 1 ^agaotairi-rnii in t-hrW it is present in combination with a 
further cytostatic agent \>r immunosuppressive agent, 
optionally in' the f orm-^jjs^parate dosage units in the 
pharmaceutical package^ 

31. Use of one or more compounds according to the general 
formula (I) according to €&aa*fr V fro C anri-a c ccirrling te i claim 
7*including compounds which are Excluded according to 
definition in claims 1 and 2 for cytostatic and/or 
cancerostatic or immunomodulatory aWd/or immunosuppressive 
treatment, optionally in combinationWith a further 
cytostatic agent or immunosuppressive\agent and/or further 
medicaments suitable for these indications. 



